JUN. 30. 2005 10:59AM AVENTIS US PAT DEPT NO. 6476 P. 4 

USAV2001/0081 US NP PATENT 

Amendments to the Claims; 

This listing of claims will replace all prior versions, and listings, of claims in the application: 
Listing of Claims; 

1 . (Currently Amended) A compound of Formula I: 




I 



in which: 

X 1 is -CC^XR^X 2 ; 

X 2 is cyano, -CHO, -C(R 7 XR 8 )R S , -C(R 7 )(R 8 )CF 3 , -C(R 7 XR 8 )CF2CF 2 R { ' 
-CH=CHS(0) 2 R 5 > ^(R 7 XR 8 )CF2C(0)NR 5 R 6 t -C(R 7 )(R 8 )C(R 7 )(R 8 )NR 5 R 6 , 
-C(R 7 )(R 8 )C(R 7 )(R 8 )OR 5 , -C(R 7 )(R 8 )CH 2 OR 5 , ^(RW^Nfl^SOaR 5 , 
^(R 7 )(R 8 )C(R 7 XR 8 )N<R^(CH 2 )20R 6 , -C(R 7 )(R 8 )C(R 7 )(R 8 )N(R e )(CH 2 )2NR 6 or 
-C(R 7 )(R 8 )C<R 7 )(R 8 )R 5 ; wherein R 5 is (C M )aIkyl, (C^aryKCWallcyl, 
hetero(C4-io)aryl(C<w)alkyl, (C 4 -io)cydoalkyl(C&6)alkyl or hetero(C4-io)cycloalkyl(Co*)alky^ 
wherein hetero(C4-io)aryl or hetero(C4-io)cycloalkyl is pyran, thiopyran, pyrimidine, thiazole, 
isothiazole, pyridine, furan, imidazole, isoxazole, oxadiazole, oxazole or triazole; R 6 is hydrogen 
or (Ci.<s)alkyl; R 7 is hydrogen or (C M )alkyl and R 8 is hydroxy or R 7 and R 8 together form oxo; 
R 9 is hydrogen, halo, (Ci^alkyl, or (C5., 0 )aryI(Ciw;)alkyl; 

wherein within X 1 any cycloalkyl, is substituted or unsubstituted; 

R 1 and R 2 are both fluoro; or 

R 1 is hydrogen or (Ci_ 6 )alkyl and R 2 is selected from the group consisting of hydrogen, 
(C w )alkyl, cyano, -X*NR 12 R 12 , -X*NR 12 C(0)R 12 , -K^m 12 C(0)OK n , -X 4 NR 12 C(0)NR 12 R 12 , 
OcW 2 C(NR 12 )NR 12 R 12 , -XW 3 , -X'SR 13 , -X^OOR 12 , -X'QOR 13 , -X*OC(0)R 13 , 
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-X*C(0)NR l2 R 12 , -X^CO)^ 1 ^ 12 , -XW^COjJR 13 , -X^OXOR^OR 12 , 
-X^PCOXOR^OR 12 , -X^OJR 14 , -X*S(OfcR u , -R 15 , -X^R 15 , -X*SR 15 , -X*S(OJR 15 , 
-X^CCOjR 15 , -X^O)^ 5 , -X^OJOR 15 , -X*OC(0)R W , -X*NR l5 R w , -X*NR I2 C(0)R 15 , 
-X 4 NR ,2 C(0)OR M . -X*C(0)NR I5 R 12 , -X^COJzNR 15 ^ 2 , OrtJR^COfcR 15 , 
-XWCCOJNR 1 ^" and OCW^CNR^NR^R 12 , wherein X 4 is a bond or (Ci. 6 )alkylene, R 12 
at each occurrence independently is hydrogen or (Ci. 6 )alkyl, R 13 is hydrogen, (C w )alkyl or 
halo-substituted(Ci^)alkyl, R 14 is (Ci-6)alkyl orhalo-substitutedfCj^alkyl, andR 15 is 
(C3-io)cycloalkyl(C(«)alkyl, (Q.^aryKQ^alkyl, pr (C 9 az)bicycloaryl(C^)alkyl-<w 
moipholinyl ; 

or R 1 and R 2 taken together with the carbon atom to which both R 1 and R 2 are attached 
form (C3.g)cycloalkylene; wherein R 2 , and said cycloalkylene may be substituted further with 1 
to 3 radicals independently selected from (Ci^)alkyl, cyano, halo, halo-substituted(CM)alkyl, 
nitro, -XW^ 12 , -XW'CCOR 12 , -X^NR^CCOOR 12 , -XW^OONR^R 12 , 
-XW 2 C(NR 12 )NR 12 R 12 , -XW 3 , -X*SR 13 , -XteCOOR"; -Sfe(0)R u t -X*OC(0)R 13 , 
-X*C(0)NR 12 R t2 , -X 4 S(0)2NR 12 R 12 , -X*NR u S(0)sR 13 -, -X^OXOR^OR 12 , 
-X*OP(0)(OR 12 )OR 12 , -X 4 S(0)R 14 and -X 4 S(0) 2 R 14 , wherein X 4 , R 12 , R 13 and R 14 are as defined 
above; 

R^-aad-R 4 ar e independently CqR. 4 *)^" ^, wher e in R ^and-ft ^are hydrog e n , 
{G ^alkyl or fluoro, orR** - i< 3 hydrogon and R tf is hydroxy and X* - is selected from X^ WK^R 48 ? 

^SfG^am'^V^^^S^G^ 

^©G(G9R 4 V^^ 4 ^ 4d r ^^ W €^ 

whoroin X^ j^T^VR^-aad-R 4 * are aa dofinod above; 

R 3 is -CO^W^X 7 . wherein R' c and R 17 are hydrogen. (Ci^al kvl or fluoro. or R 1 * is 
hydrogen and R 17 is hvdroxvl: and X 7 is selected from -XWfr 12 . -XfrR^aOR". 
-X^aOXDR 12 -XW^OWR^R 12 . OC^ 12 C<NR i: hNR I2 R 12 . -X^R 13 . -X*SR 13 . 
-x 4 cfO)OR 12 . odcrom 13 . ^ocfom 13 . .X*qOTNR ia R 12 . -X 4 S(OY)NR l2 R 12 . 
-X*NR 12 S«»,R 13 . -X'PrOYOR^OR 12 ^OPfOWOR^OR 12 . -X^om 14 . ■X'SfOV.R 14 -R 13 . 
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-XW 5 . -X?SR l \ -X'SfOTR 15 . -X^CO^R 15 , OrtXCttR' 5 , O^gCttOR' 3 . -X*OC«»R ia . 
-XW^ 12 . -XW^ttKR 1 *. ♦X^NR^O^OR 15 , -X 4 CfO'tNR l5 R 12 . -X^fOliNR 1 ^ 12 , 
-X^^SfOVR 15 . -XW^fCrtNR 1 ^ 12 and JCW 2 ONR ia WR 15 R 1 » wherein X 4 . R 12 . R 13 , 
R 14 and R 15 are as defined above: 

R 4 is 'C(R 16 )(K")X\ wherein R 1 * and R 17 are hydrogen. (C-^alkvl or fluoro. or R 16 is 
hydrogen and R 17 is hydroxy and X 7 is selected from -R 15 . -XW 5 . Of'SR 15 . -X^fOm 15 . 

-x^ro^R 15 . -^cfom 15 . -xtaoroR 15 . -x^aom 15 . -xW^ 12 . -x^NR^cfom". 

-XW^ftKOR 15 . -X^OINR^R 12 . -X^O^NR 15 ^ 2 . -X 4 NR 12 S(OV,R 15 . 
OCW^OttTR^R 12 and -X^ONR^NR 1 ^ 12 . wherein X 4 . R 12 R 13 and R 14 are as defined 
above for R 3 and R 15 is heterofC >ra >cvcIoalkvKC n .^alkvl wherein said 
heteTorC^i^cvcloalkvl(Cn.Oalkvl is morpholinvl. 

wherein within one of R 3 or R 4 any cycloalkyU or aryl op is substituted or unsubstituted 
and whoroin each of R 3 and R 4 is substitiitod - fiirthcr or is not further substituted^ and provided 
that when X 2 is cyano and X 7 within one of R 3 or R 4 is -X 4 C(0)R 13 or -X 4 C(0)R 15 , wherein X 4 is 
a bond, then X 7 within the other of R 3 or R 4 is limited to -X*SR. ls , -X?S(0)R IS and -X 4 S(0>2R 1S , 
wherein R 15 is a substituted (C^)oryI(C^)afey4 as defined above for each of R 3 and R 4 . 
respectively ; 

or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; and or the pharmaceutically acceptable salts and solvates of 
such compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, 
individual isomers and mixtures of isomers thereof. 

2. (Currently Amended) The compound of claim 1 in which: 

X 2 is -CHO, -C(0)R 5 , -C(0)CF3, -CfOCFjCFzR 9 -CH=CHS(0)2R 5 , 
-C(0)CF 2 C(0)NR 5 R 6 , -CCOCCONRV, -C(0)C(0)OR 5 , -C(0)CH 2 OR s , 
-CCOCHzNCR^SOzR 5 , -CCO^^N^CCH^OR 6 , -C(0)C(0)N(R 6 )(CH 2 ) 2 NR 6 or 
-C(0)C(0)R 5 , wherein R 5 is (C M )alkyl, (C6.io)aryl(C 0 <)alkyl, or (C4-io)cycloalkyl(C<w)alkyl, R 6 
is hydrogen or (Ct^)alkyl and R* is halo; 

wherein within X 1 any cycloalkyl, or aryl is unsubstituted or substituted with 1 radical 
selected from -R 15 and -X^CCOR 15 ; and wherein X 1 is unsubstituted or substituted further with 1 
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to 3 radicals independently selected from (Cj^alkyl, halo-substituted(Ci.4)aIkyl, -X*NR I2 R 12 , 
-X 4 OR 13 and -X*S(0)2R 14 , wherein X 4 , R 12 , R 13 , R 14 and R 1S are as defined above; 
R l and R 2 are both fluoro; or 

R 1 is hydrogen or (Ci^)alkyl and R 2 is selected from the group consisting of hydrogen, 
(Ci-dalkyl, -X^R 13 and -R 15 ; or R 1 and R 2 taken together with the carbon atom to which bom R 1 
and R 2 are attached form (Cs-8)cycloalkylene; wherein R 2 may be substituted further with 
(Ci-<0alkyl; wherein X*. R 13 and R 15 are as defined above; 

R 3 and R 4 are indopondontly is -C(R 16 )(R 17 )X 7 , wherein R 16 and R 17 are hydrogen, 
(Ci^)alkyl or fluoro, or R 16 is hydrogen and R 17 is hydroxy and X 7 is selected from -X^R 13 , - 
X*C(0)R 13 , -X^COJNR^R 12 , -R 15 , -X 4 OR 15 , -X^R 15 , -X^COfcR 15 , -X*C(0)R 1S and 
-X'CCC^NR^R 12 , wherein X 4 , R 12 , R 13 and R 15 are as defined above; 

wherein-within on e of R* -ef-R 4 any cyoloalkyl, het e rooycloalkyl, aryl or h e teroaryl m ay 
be substituted with 1 radical selected from R^ 7 ^QR^T^^r-X 4 S(Q^- ^(0)J^ T 
^€(Q)R% ^C(0)OR 4 ^ ^OC(0)R* ? --XW^ ^ ^^ 

■X te&m" *?*-, X 4 S(0)^NR* 4 R* a T xfm^Smg^-, Xte^GPR^" and 

-jg^R^GfflR^^NR 4 ^^, wherein X^ R^-aad-R 4 * ore as dofinod above; and wharoin oaoh of R* 
and-R 4 may bo cubotitutod furthor with 1 to 5 radicalo independently selected from (Cn ^aHgyk 

eyase, kale, halo Gubotitutod(C M)aBeyt; Hrtfe, S'NR 43 ?^ jS 4 WR 4 a C(0)R w ? 

-X 4 NR* a C(0)QR^ — XW ^CCCONR 4 ^ — X 4 NR W €^IR 1 ^R*^ 4 * T — XW 3 ; — X*SR** ? 

-x ^ccoyDR" x*€W**i ae VxK^R* x 4 c(Q)MR 43 R 4a , ^sco^nr 4 ^ 4 *, 

-ift^SiQ^T— ^W&R* *^ and 
wh e rein - XV R^rR* * and R^-ase-os -defined above; 

wherein - within one of R^ -agd-R 4 any cyoloalkyl, or aryl is unoubstitnt e d or substituted 
with 1 radical solootod from R 4 * and H? G& U ; and whoroin oaoh of R^ -^rf ^ s- un s ubstitut e d or 
substitut e d furth e r by 1 5 radicals indep e ndently oolootod from (C^olltyl, oyano, halo, 
halo oubotitutodCC^alkyl, X^ NR ^ O jaR^ T^^^ ^C^OR^ r^e^R^r- 
X 4 C(Q)NR 4a R 48 ^— jC^NR^^Q^ 4 ^ and X^O)^ 44 , whoroin X *^ tt Tft tt Tft*Haa& tf Htt»« 
dofinod above; 

or the Af-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutical^ acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
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isomers and mixtures of isomers thereof. 

3 , (Currently Amended) A compound of claim 2 in which R 3 and R 4 ore indopondontly is 
-CH2X 7 , wherein X 7 is selected from X*SR 13 , -X*C(0)R 13 , -X*C(0)NR 12 R 12 , -R 15 , -X^OR 15 , 
-X*SR 15 , -X 4 S(0) 2 R 15 , -X 4 C(0)R 1S and O^C^NR 15 ^ 2 , wherein X 4 is a bond or (Ci. 6 )alkylene, 
R 12 at each occurrence independently is hydrogen or (C^aUcyl, R 13 is hydrogen, (Ci.<0alkyl or 
halo-substituted(Ci_ 6 )alkyl, R 14 is (C x . 6 )alkyl or halo-substituted(Ci_6)alkyl and R 15 forR 3 is 
(€»4e )cycloaIIo f I(C(^)allQ^ (C 3 _i 0 )cycloalkyl(C(H 5 )alkyl, morphqlinyl, (C<$-io)aryl(Qw)^yl or 
(C9ui2)bicycIoaryl(Co^)alkyl; wherein within R 3 may be substituted and R 4 - any cycloalkylrgg 
aryl or may b e substituted with 1 radical sel e ctod from R^-aad-X^QR**, whoroin X 4 -aa4R 4 *-flge 
as dofinod above; and whoroin R^ -andrR 4 may bo substituted further by 1 to 5 radicals 
indopondontly o e l e cted from (G^ ^ ollcyl, cyano, halo, halo oubstimtod(C^ aHq^- 

aad-^SjQ)^ 4 4 , whoroin % 4 4l 4 ^ 4 ^andR* 4 oro as dofinod abovo; 

or the Moxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutical^ acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof . 

4. (Currently Amended) A compound of claim 3 in which R 3 is selected from 5 bromo 
thiophon 2 ylmothyl, 3-cyclohexylpropyl, 2-cyclohexylpropyl, 2-cyclopentyIpropyl, 
3-phenylpropyl 5 3-(2-difluoromethoxy)phenylpropyl, 2-phenylcyclopropylmethyl, 2,2-difluoro- 
3-phenylpropyl, 1-benzylcyclopropylmethy, 2 totrahydro pyran 1 ylothyl^ 
1-isobutylcyclopropylmethyl, feioph e n 2 ylmothyl, tetrahydro pyron 4 ylm e thyl, 
cyclopropylmethylsulfanylmethyl, 2,2-dimethyl-3-phenylpropyl, 1 methyl [l,2,5]thiadiaaoI 3 
ylmothyloulfonylmethylj 3 methyl [l,2,4]thiadiazol 3 ylmothylaulfonylm e thyl, thiophon 3 
ylmothylDulfonyltrtothylj 3 mcthoxy 5 mothyl - isoxazol 4 ylmethylfiulfonylmothyl, 2,1 dimefeyl- 
thiazol 5 ylmothylaulfonylmothyl, 2 m e thyl oxazol A ylmethylsulfonylmothyl, 2 mothyl thiazol 
4 ylmothylsulfonylmothyl,, l,2,31thiadiagol 1 ylm e thylsulfonylmothyl, 3 mothyl 
[l,2,4]thiadiazol 5 ylmethylsulfonylmothyl, 4 methyl 

[l,2,5]thiadiaiBol 3 ylmethylsulfonylmothyl, thiophon 3 ylm e thylsulfonylmothyl, tetrahydro ■ 
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pyron 4 yloxymethyl, piporidin 1 yloagbenyl, thioph e ne 2 sulfonylm efeyt? 
S-chloro^-fluoro-b^izylsulfonylniethyl, benzenesulfonylmethyl, benzylsulfonylmethyl, 
2-(l,l-difluoxt)-methoxy)-benzylsulfoiiylmethyl f 2-benzenesulfonyl-ethyl, 
2 - (pyridine - 2 sulfonyl) othyl , 2 (pyridino 1 sulfonyl) othyl, 2-benzylsulfonyl-ethyl, 
oxy pyridin 3 ylnrethylsulfonylmethyl, prop 2 eno 1 sulfonylmethyl, 

4-methoxy-benzylsulfonylmethyl, p-tolylmethylsulfonybnethyl, 4-chloro-benzylsulfonylmethyl, 
o-tolylmethylsulfonyhnethyl, 3,5-dimethyl-benzylsulfonylmethyl, 
4-trifluoromethyl-benzylsulfonylmethyl, 4-trifluorometfioxy-benzylsulfonyImethyl, 

2- bxx>mo-benzylsulfonylmethyl J pyridin 2 - yImcthylGulfonylmothyl, 
pyridin 3 ylmothyloulfonylmothyl^ pyridin 4 ylmothylsulfonylmothyl, 
naphthalan 2 ylmothylsulfonylmothyl, 3-methyl-ben2ybulfonylmethyl, 

3- trifluoromethyl-benzylsulfonylmethyl, 3-trifluoromethoxy-benzylsulfonylmethyU 

4- fluoro-2-trifluoromethoxy'benzylsulfonylmethyl, 

2-fluoro-6-trifluoroiiiethyl-benzylsulfonytoethyl, 3-chloro-benzylsulfonylmethyl, 
2-fluoro-benzylsulfonylmethyl, 2-trifluorobenzylsulfonylmethyl, 
2-cyano-benzylsulfonylmethyl, 4-te/t-butyl-benzylsulfonylmethyl, 
2-fluoro-3-methyl-benzylsulfonylmethyl, 3-fluoro-benzylsulfonylmethyl, 
4-fluoro-benzylsulfonylmethyl, 2-chloro-beozylsulfonylmetihyl, 
2,5-difluoro-benzyIsulfonylmethyl, 2,6-difluoro-beiuylsulfonylmethyl, 
2,5-dichloro-benzylsolfonylmethyl, 3,4^chloro-benzylsulfonylmethyl, 

2- (l,l-di£luoro-inethoxy>benzylsulfonylmethyl, 2-cyano-benzylsuIfonylmethyl, 

3- cyano-benzylsulfonylmethyl, 2-trifluoromethoxy-benzylsulfonylmethyl, 

2.3- difluoro-benzylsulfonylmethyl, 2,5-difluoro-benzylsulfonylmethyl, 
biphenyl-2-yImethyIsulfonylmethyl, cyclohexylmethyl, 3-fluoro-benzylsulfonylmethyl, 

3.4- difluoro-benzyIsalfonylmethyl, 2,4-difluoro-benzylsulfonylmethyl, 
2,4,6-txifluoro-benzylsulfonylmethyl, 2,4,5-trifluoro-benzylsulfonylmethyl, 
23,4-trifluoro-benzylsulfonylmethyl, 2,3,5-trifluoro-benzylsulfonylmethyl, 
2,5,6-trifluoro-benzylsulfonylmethyl, 2^Moro-5-trifluoromethylbenzylsulfonylmethyl, 
2-mcthyl-propane-l-sulfonyl, 2-fluoroO-trifluoromethylbenzylsulfonylmethyl, 
2-fluoro-4-trifluoromethylbenzylsulfonylinethyl, 
2-fluoro-5-trifluoromethylbenzylsulfonyhnethyl, 
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4-fluoro-3-trifluoromethylbenzylsulfonylmethy]» 2-methoxy-benzylsvdfonylmethyl, 3,5 
bis-trifluoromethyl-benzylsulfonylmethyl, 4-difluoromethoxy-benzylsulfonylmethyl, 
2-difluoromethoxy-benzylsulfonylmethyl, 3-difluoromethoxy-benzyIsulfonylmethyl, 
2,6^chloro-benzylsidfonylmethyl,biphenyM-^^ 

3,5 dimethyl isoxazol 4 ylm e thylsulfonylmothyl, 5 ohloro thi option 2 ylmethylsulfonylmcthyl, 
Z-^flJ-Diftuoro-methoxyVbenzenesulfonylJ-ethyl, 
2-[2-(l T l-IDifluoro-methoxy)-benzenesu]foiiyl]-ethyl, 
2-[3^1J-Difluoro-methoxy)-benzenesulfonyl]-ethyl, 

2^(4-trifluoromethoxy-benzenesulfonyl)-ethyl, 2-(3-trifluoromeAoxy-benzenesulfonyl)-ethyl, 
2-(2-trifluoromethoxy-benzenesulfonyl)-ethyl, (cyanomethyl-methyl-carbamoy])-methyl, 
biphenyl-3-yImethyl, 2 oxo 2 pyrrolidin 1 yl e thyl, 2-benzenesulfonyl-ethyl, 
isobutylsulfanylmethyl, 2-phenylsulfanyl-ethyl, cyclohexylmethylsulfonylmethyl, 
2-cyclohexyl-ethanesulfonyl, benzyl, naphthalen-2-yl, benzylsulfanylmethyl, 
2-trifluoromethyl-benzylsulfaiiylinethyl, phenylsulfanyl-ethyl and 
cyclopropylmethylsulfonylmethyl; 

or the jV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutical^ acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

5. (Currently Amended) A compound of claim 4 in which R 4 is selected from 
2 trifluorobonzylsulfonylmethyl, 3 ph e nylsulfanylpropyl^ 1 Ghlorobenzylsulfonylm e thyl, 
thiophen 2 ylsulfonylmothyl, b e nzylsulfonylm e thyl* 4 mothylbongyloulfonylm e thyl, 
2 ph e nylsulfonylothyl, 2 pyridin 2 ylsulfonylothyl, 3 pyridin A ylsulfonylethyl, 

2 bonzyloulfonylethyl, 2 (3 difluoromothoxyphenylsulfonyljethyl, 
naphthalan 3 ylm e thyloulfonylm e thyl, pyridin 3 ylmethylsulfonylmethyl, 

3 methylbtmzyltmlfonyimethyl, 3 trifluoromothylbona^ulfonylmethyl, 
3 difluoromothoxybenzylsulfonylmothyl, 3 ohlorobenzylsuifonylmothyl, 

3 fluorobcnzylsulfonylm e thyl, 1 fluorobcnzylaulfonylm e thyl, 3 oyanobonzyloulfonylm e thylj 
4- cyanob e nzylsulfonylmothyl, 3 A difluorob e nzylsulfonylmothyl, bonzyloulfonylmethyl, 
N oyanomothyl N methylcaibamoylm e thyl, 3 bromobonzyl, 4 phenylbutyl, 2,2 difluoro 
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3 phonylpropyl, 1* mothylculfonylaminobiphenyl 3 ylmethyl, 4' othoxyoarbonylominobiphonyl 
3 - ylmethyl, 4 methylpipera2in 1 ylcatbonylm e thyl, 1 fluoro 2 (4 tn e thylpip e mzin 1 yl) 2 
oxoethyl, 1 hydroxy 4 m e thylpip e razin 1 yl 2 oxo e thyl, l-hydroxy-2-morpholin-4-yl-2- 
oxoethyl , 1 hydroxy 2 oxo 2 pyrrolidin 1 yl e thyl, - ! fluoro 2 oxo 3 pyrrolidin 1 yl ethyl, 1 
fluoro 2 ioopropylamino - 2 - oxoethyl, 1 hydroxy 2 isopropylamino 3-ox-oethyl, 1 fluoro 2 oxo 2 
pip e razin 1 ylethyl, thioph e n 3^1mothyloulfonylmethyl, A methyl 
[l^^jthio d iozol - S - ylmcthylsulfonylmethyl, 3 mothoxy 5 mothyl 

isoxazol 4 ylmethylsulfonylmothyl, 2,1 dimothyl thioaol 5 ylmethylsulfonylmethyl, 2 m e thyl 
oxozol 1 ylmethylsulfonylm e thyl, 2 mothyl thiozol 1 ylmethylsiilfonylm e thyl, 
2 ([l,2,3]thiadiazol 1 ylmcthylsulfonyl) ethyl^Q mothyl 
[l>a,4]thiQdiazol 5 ylm e thylsulfonyl) e thyl, 2 oxo 2 phenyl othyl, and 
2~morpholin-4-yl-2-oxo-ethyI , 2 bonzcmoDulfonyl e thyl, 2 naphthalen 2 yl 2 oxo e thyl ? 
2 b e nzo[l,3]dioxol 5 yl 2 oxo ethyl, 2 b e nzo[&lthiophen 3 yl 3 oxo othyl^ 
2 biphenyl 1 yl 2 oxo ethyls A b e nzyloulfonylmethyl, 

2 (3 trifhiorom e thoxy b e nzene s ulfonyl) othyl, 2 oxo 2 (1 phenoxy phenyl) othyl, 

2 (1 hydroxy phenyl) 2 oxo e thyl, bonzyloaibamoyl methyl, 4 acetyl piporazino 1 oarboxylic 



bonzonooulfonylm e thyl, 3 oxo 3 thiophen 2 yl « ethyl, 2 oxo 2 thiophon 3 yl othyl, 
naphthal e ne 2 sulfonylmothyl, 2 (5 methyl thiophon 2 yl) 2 oxo ethyl, 
2 (3 ohloro - thiophcn 2 yl) 2 oxo othyl, 5 methyl thiophen e 2 sulfonylmothyl, 
phonyloarbomoylmothyl, (5,6,7,8 totrahydro - naphthal e n 1 ylcarbamoyl) methyl, 
(4 carbamoyl ph e nylcarbamoyl) methyl, (3 carbamoyl phenylcarbamoyl) - methyl, 
(butyl m e thyl carbamoyl) methyl, biphonyl A ylmethyl, 2 oxo 3 p tolyl othyli 

2 Q fluoro A methoxy ph e nyl) 2 oxo othyl, 2 (4 chloro phonyl) 2 oxo ethyl, 

3 (1 mothoxy phenyl) 2 oxo oth y l, 2 - oxo 3 (4 trifluoromothoxy phenyl) ethyl, 
2 (3,4 difluoro phenyl) 3 oxo e thyl, 3 (3,1 dimethoxy ph e nyl) 2 oxo othyl, 

2 (A fluoro ph e nyl) 2 oxo othyl > 5 mothyl 2 oxo h e xyl, 3,5 dimothyl benzylaulfonylm e thyl ? 
1 trifluorom e thyl bonzylsulfonylmethyl; 4 trifluoromothoxy bengylsulfonylmothyl, 
ioopropylcarbamoyl mothyl, A dimcthylcarbamoylmothyl, pyridin A ylcarbamoylmothyl, 
pyridin A ylmothyloulfonylmethyl, pyridin 3 ylmcthylsulfonylm e thyl, - 
3,4 dichloro benzylsulfonylmothyl, pyridin - 3 ylcaibamoylm e thy k 




r, oyclohexylcaibamoylmothyl, 2 (3 Chloro benzo[ft]thiophen 2 yl) 2 oxo othyl, 
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4 m e thoxy - benzylsulfonylmethyl^ A ohloro bonayloulfonylmothyl^ thiophen e 3 sulfonylmethy k 

bonzylsulfonylmothyl, p tolylmothyloulfonylmothyl, 2 b e nzen e sulfonyl e thyl, 

2 (pyridino^srifonyl) e thyl, 2 (pyridine A sulfonyl) ethyl, 2 b e nzylsulftmyl e thyl, 

2 [3 (1,1 Difluoro mothoxy) bong e n e g t itfonyl] e thyl, naphthalan 2 ylm e thyl s ulfonylm e thyl, 
pyridin 2- ylmethyl s ulfonylmethyl, m - tolylmcthylsulfon y lmpthyl, 

3 trifluoromothyl borffiyteHlfonylmothyl/3 trifluoromethoxy bonzyloulferoylm e thyl, 

3 ohloro bongyloulfonylmothyl, 3 fluoro bonaylnulfonylmothyl, 4 fluoro bonzyloulfonylmothyl, 
3 oyono bonzyloulfonylmothyl, A oyono benzylsulfonylmothyl, 

3r1 - diflHoro bonzyloulfonylmothyl, (oyanomothyl mothyl carbamoyl) mothyl, 3 bromo borayl, 
2 oxo 3 pyrrolidin 1 yl othyl, 3 (A 9 ohloro biphenyl A yl) 2 oxo ethyl, biphenyI - 3 - ylmethyl, 
2 (1,1 - difluoro m e thoxy) - benaylsulfonyIm e thyl 7 2 (1 methylsulfonylamino ph e nyl) 3 oxo e thyls 

2 oxo 2 piporidin 1 yl othyl, 3 (A meth^ulfoi^piperozin - l - yO^ - oxo -e thyl, 

3 trifluoromothyl boaz y teulfonylm e thyl, 4- fluoro 3 trifluoromethyl benzylsulfonylm e thyl, 
A oorboxy bonaylsulfenylmethyl, 3,5 bis triflooromethyl b e nzylsulfonylm e thyl, 

4 (1,1 difluoro m e thoxy) bonzyloulfonyhnethyl, 

3 (1,1 difluoro mothoxy) bonaylsulfonylmethyl, 5 - chloro thiophon 2 ylmothylsulfonylmothyl, 
2 [1 (1,1 difluoro mothoxy) benzenesulfonyl] ethyl, 

2 ( 4 trifluoromothoxy boxigonooulfonyl) othyl, 2 phonylsulfonyl ethyl, benzylsulfonylm e thyl, 
2 trifluoromothyl bonzyloulfonylmethyl, 2 trifluorom e thoxy b e nzylsulfanylm e thyl, 
2 cyolohoxyl othyl and ioobutylsulfanylmethyl ; 

or the iV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutical! y acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof . 

6. (Currently Amended) The compound of claim 5 in which R 1 is hydrogen or (Ci^)alkyl 
and R 2 is hydrogen, -X'OR 13 , hetoro^^aryKC ^rfl^ (C 5 _io)aryl(C 0 -6)alkyl or (Ci-o)allcyl; or 
R 1 and R 2 taken together with the carbon atom to which both R 1 and R 2 are attached form 
(C 3 -*)cycloalkylene; wherein the cycloalkylene is optionally substituted with 1 to 3 (Cj_$)alkyl 
radicals; 

or the Af-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
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and mixtures of isomers thereof; or the pharmaceutical^ acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

7. (Currently Amended) The compound of claim 6 in which R 1 is hydrogen or methyl and 
R 2 is methoxymethyl, methoxyethyl, methyl, ethyl, propyl, butyl, eg phenethy l, hiophen 2 - yl or 
5 m e thyl furan 2 yl ; or R 1 and R 2 taken together with the carbon atom to which both R 1 and R 2 
are attached form cyclopropy l, totrahydro pyran A yl or 1 mothyl piporidin A yl ; 

or the JV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

8. (Previously Presented) The compound of claim 7 of Formula 1(a): 




Ka) 

or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

9. (Canceled) 

10. (Previously Presented) The compound of claim 7 of Formula 1(b); 
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Kb) 

or the W-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or the pharmaceutical^ acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

1 1 , (Currently Amended) The compound of claim 10 in which R 5 is lff-benzoinridazol-2-yl, 
benzooxazoi-2-yl, oxazolo[4,5-blpyridin-2-yl, benzothiazol-2-yl, 5-phenyl-[l,3,4]oxadiazol-2-yl f 
4-(5-pyridin-4-yl-[13,4]oxadiazol-2-yl, 5-pyridin-3-yl-[l,3,4]oxadiazol-2-yl F 5 pyridazin - 3 -yi- 
[l,3,d]oxadiozol 2 yl, pyrimidin-2-yl, pyridazin 3 yl, 3-penyl-[l,2,4]oxadiazol-5-yl, 5- 
methoxymethyHl,3,4]oxadiazol-2-yl, 5 ethyl [l,3^]oxadiazol 2 yl„ l^^jthiadiazol 2 yl, 
benzyloxycarboftyl, bonzyIoxydicarbonyl» phenyldicarbonyl, 5-methyl-[l,3,4]1hiadiazol-2-yl F 5- 
trifluoromethyl-[l,3,4]oxadiazol-2-yl, 5-methyl-[l,3,4Joxadiazol-2-yl, 5-methyI- 
[l,2,4]oxadiazol-3-yl, 5-phenyl-[l,2,4]oxadiazol-3-yl, 5 thiophon 3 -y l - [ - l 7 2/l]oxadia2oI 3 yl, 5- 
trifluoromethyl-fl^loxadiazol-S-yl, or 3-methyHl,2,4]oxadiazol-5--yl or - 3 - pyrazin 2 yl ; 

or the JV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutical acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

12. (Currently Amended) The compound of claim 11 selected from the group consisting of 
N [(S) 1 (l - Benzooxazol - 2 - yl - methanoyl) - butyl] 3 benzylsulfonyl 2 benzylsulfonylmethyl 
pr - opionomide; N - [(S) - 1 - (1 B e nzooxazol 2 yl m e thanoyl) butyl] 3 (2 trifluoromothyl 
bonzyloulfonyl) 2 (3 trifluoromcthyl benzylsulfonylmethyl) - propionamide; N [(S) 1 (1 
B e nzooxazol 2 yl mothanoyl) p e ntyl] A (2 m e thoxy b e nz e n es nlfonyl) a [3 (2 mothoxy 
bonzonoGulfonyl) othyl] butyramid e ; A B e imonoaulfonyl 3 (2 bonzon e sulfonyl - oti»)4 - ) - j^[(S) - l - 
(1 bonaooxazol 2 yl mothanoyl) butyl] butyramido; (R) N [(S) 1 (1 bonaooxaEol 3 yl 
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motfaonoyl) butyl] 2 - cyolohoxylmfithyl 3 b e nzylaulfonyl propionami de- -AT-[(S>1-(1- 
beitfothiazol-2-yl-methanoyl)-propylM-^^ 

butyramide;- ^ [(S) 1 (1 b e nzooxazol 3 yl methanoyl) butyl] 3 cycloh e xyl 2 oyolohoxylmcthyl - 
propionamide; N [(S) I (1 Bonzooxoaol 3 yl mothanoyl) butyl] 3 4s obutylsulfanyl 2 - 
isobutyloulfanylm e thyl propionamido; N [(S) 1 (1 benzooxazol- 2 yl methanoyl) butyl] 3 
benayloulfanyl 2 bonzylsulfanylmothyl propionamid e ; N [(S) 1 (1 bonaooxazol - 2 - yl - 
mcthanoyl) brtyl] 4 phonylsulfanyl 2 (3 phonylsulfanyl ethyl) butyramid o ; # -[(S)-l-(l- 
benzooxazol-2^yl-methanoyl)-pn^^ 
butyramide; //-[(S)-l-(l-Be^ 

benzylsulfonylinethyl-butyramide; 4-Morpholin^yl-4HDXO-2-benzylsulfonylmethyl-iV-{ (S)-l- 

[H3-phenyHl,2/qoxadiazol-5-yi>^ 

2-yKmethanoyl)-butyl]-2-[2<U-dffl^ 

propionamide; 4-Moipholin-4-yl-4-oxo-iV-[l-(2-oxo-2-phenyl-acetyl)^pentyl]-2- 
benzylsulfonylmethyl-butyramide; N-(U l-Dimethyl-2-oxazolo[4,5-b]pyridin-2-yl-2-oxo-ethyl)- 
4-morpholin-4-yl-4-oxo-2-benzy^ 

carbonyl>butylM-morpholin^ N [1 (5 Ethyl 

[l,3,1]ox[idiflzol e 3 caibonyl) butyl] 4 oxo 3 bonzylculfonyl m e thyl 4 piporidin 1 yl 
butyramide; N [1 (5 Ethyl [l,3, 4 ]oxndia2iolo 2 oarbonyl) butyl] 4 oxo 2 b e nayloulfonyl mothyl 
1 pyrrolidin 1 yl butyramide ; AKH5-Methoxyn^ 

morpholin-4-yM-oxo-2-benzylsuIfonylmethyl-butyramide; AT [1 (5 Mothoxym e thyl 
[l,3,1]oxadiazol e 2 caibonyl) propyl] A oxo 2 bongylsulfonylm e thyl 1 piporidin 1 yl 
butyramide; N [1 (5 Methoxym e thyl [l,3, 4 Joxadiazol e 2 carbcmyl) propyl] 4 oxo 2 - 
bonzyloulfonylm e thyl 4 pyrrolidin 1 yl - buty rasadey 4-M orpholin-4-yl-4-oxo-2- 
benzylsulfonytaethyl-A^[ l-(5^ 

Q* e -- 2 benzylsulfonylmethyl AT - [l - (5 phenyl [l,3^]oxadiazol 6 2 oarbonyl) - propyl] A piporidin 
1 yl butyramido; \ Oxo 2 b e nzylsulfonylmothyl - N [1 (5 phonyl [l^Joxadiagolo 3 caibonyl) - 
propyl] 4 pyrrolidin 1 yl butyramide; 4 -MorphoIm^yl-fl^ 

carbonyl)-propylH-oxo-2-b^^ AT [1 (Oxazolo[1>5 b]pyridino 3 

carbonyl) propyl] 1 oxo 3 bonayloulfonyl mothyl 1 piporidin 1 yl butyramide; N [1 
(Oxa20lo[4 7 5 b]pyridinc H 2 oarbonyl) propyl] 1 oxo 2 bcnzylsulfonyl mothyl A pytrolidin 1 yl 
butymmido; 4-Moipholin^yl^oxo-2-bcnzylsulfonyImethyl-/^[H 
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[13,4]oxadiazoI©-2-carbonyl)-propyl]-butyramide; 4-Oxo-2-benzylsutfonylm^ 
l.yl-AT-[l-(5-pyridi P ^ 4 q xo , 2 - 

bonzyl s ulfonylmethyl N [1 (5 pyridin 4 yl [l ? 3^]oxadiazole 2 carbonyl) propyl] 4 pyrrolidin 
1 yl butyramide; 4-Morpholin^yl^xo-2-benzy^ 

[l,3^]oxadiazolc-2-carbonyl)~propyl]-butyramide; N [1 (Benzooxazolo 2 caibonyl) propyl] 4- 

oxo 2 benzylsulfonyknothyl A pip e ricto 1 yl butyramide; N [1 (B e nzooxnzolo - 2 carbonyl) 

propyl] 4 oxo 2 b e nzylsulfonylmethyl A pyrrolidin 1 yl butyramide; A^-[l-(Benzooxazole-2- 

caibonyl)-propyl]-2<yclohexylmethyl^morphoUn^^ 2- 

CyclohexylmethyM-morphoKn^-yl^^ 

butyramide; 2^yclohexyIme%l-N-[l-(5^hyHl^^ 

morpholin^yl^oxo-butyi^ 

difluoromethoxy-benzyisidfonyb^^ 

(Benzooxazole-2-caibonyl)-propyl]^ 

2<2-Cyclohexyl-ethyl)^m 

oxc^butyramide^ 

[13,4]oxadiazole-2^arbonyl)-propyl]-butyraiiude; 2-(2-Difluoromethoxy- 
benzyisuIfonylmethylM-moip^^^ 

propyl]-butyramide; 2-(2-Difluoromethoxy-benzylsulfonylmethyl)-^[l-(5-^ 
[l,3,4]oxa<fiato!e-2<arbonyl)-butyI]^moipho]m 
2<arbonyl)-propyl]-2-(2-difluoromethoxy-benzyI^iilfonylmethy 
butyramide; 

3 (2 Morpholin 4 yl 2 oxo e thyl) 5 ph e nyl pentanoic acid, 1 (b e naooxaaolo 2 
caibonyl) propyl] amido; (R)-2-C^clohexylmethyM-moirhoHn-4-yl-4-oxo-i^[(S>l -(5-phenyl- 
1 »2,4-oxadjazole-3-caibonyl>-piopyl]-butyraiiiide; 2 (2 Morpholin - 4 - y]^0xo - othyl) 5 phonyl 
p e ntanoic acid, (S) 1 (5 ph e nyl [l^Joxadiazol e 3 carbonyl) propyl] - amid e ; 4-Morpholin-4-yl- 
4H3xo-2-benzyIsulfonylmethy^ 

butyramide; (R)-2-Cyclohexylmethyl^moiph^ ,2,4- 
oxadiazolc-5-caAonyl)-propyl]-butyramide; 4-Morpholin-4-yl-iV-[l-(oxazoie-2-carbonyl)-3- 
phenyl-propyl]-4K)xo-2-benzylsulfonylmethyi-butyramide; ,l-Dxraethyl-2-oxazol-2-yl-2- 
oxo-ethyl)^moiphohn^yM-oxo-2-benzylsulfon^ N 4 Isopropyl N I [I 

(oxazolo 2 carbonyl) 3 phenyl propyl] - 2 - ben2ylsulfonylmothyl aucoinamido t 2^(2- 
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Difluorometay-benzylsutfonylmethylH^^ 
piopyl]^xo-butyramide;2-(2-Memyl-piop^ 
(oxazole-2<aibonyl)-3-phenyl-propy^ 
4-morphoUn-4-yl-iV-[l -(oxazale^ 

(Bcnzooxazolo 2 carbonyl) butyl] 2 bonstylsulfonyl 3 (totrahydro pyran 1 yloxymothyl) 

propionnmidcijv'n. mon*nmfn;min t r^rhnnyn h.^ri] ^ stiMBMSttKeHy l 3 (tot r ahy d ro py r in 1 

yloxymethyl) propionamido; N (l - BenzonoouIfonyl 3 oxo az e pan 4 yl) 2 

cycIopropylmothyLiulfonyl mothyl 4 morpholin 1 }<\ 4 oxo butyramido; 2- 

Cyclopropylmethylsutfonylmethyl^ 

nieroylJ-propyl}^moipholin-4-yl^oxo^^ 

oxadiazol-5-yl)-methyl]-propyl}-2<2-methyl-piopane-l-sulfonylmeA 

oxo-butyramide; 2 (2 Moipholin 1 yl 2 oxo ethyl) 5 phenyl pontanoio acid [(S) 1 [(R) - 

hydroxy (3 ph e nyl 1,2,1 oxadjaaol 5 yl) motfayll propyl) amide; 2- 

Cyclopropylmethylsulfonylra 

oxadiazole-5^atbonyl)-propyl]-butyram^ 

morphoHn^yl^xo-N-[(SH-(3-phe^ 

(2 Morpholin 1 yl 2 oxo ethyl) 5 phenyl pentanoic acid, (S) 1 (3 phenyl 1,2,1 oxadiaaolo 5 
carbonyl) propyl) amido; AT-[(lSH^nzooxazol-2~yl-hydroxy-me^ 
cvclopropvlmemvlsulfoTivlmftfhyi^^ (p L ) o ((S) i Hydroxy 2 

morpholin 4 yl 2 oxo othyl) 5 phenyl p e ntanoic aoid^ 1 (benzoxazolo 2 carbonyl) propyl) - 
nmid o; (R) 5 (2 DifluoromcthoKy phenyl) 2 ((S) 1 hydroxy 3 morpholin 1 yl 2 oxo ethyl) 
pe ntanoic acid, 1 (benzoxazolo 3 oarbonyl) propyl] amides and 4-Morpholin-4-yl-N-[l- 
(oxazole-2-carbonyl)-cyclopropyl]-4-oxo-2-benzylsulfonyl methyl -butyramide; 

or the W-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

13. (Previously Presented) The compound of claim 7 of Formula 1(c): 
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1(c) 



or the AT-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or the pharmaceutical acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

14. (Previously Presented) The compound of claim 13 in which R 5 is phenyl; 

or the TV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutical^ acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

15. (Canceled) 

16. (Previously Presented) The compound of claim 7 of Formula 1(d): 




or the AT-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or die pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 
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17. (Previously Presented) The compound of claim 16 in which R 5 is phenyl and R 6 is 
hydrogen; 

or the W-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the phannaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

18. (Previously Presented) The compound of claim 17 namely iy"-(3-benzenesulfonylammo-2- 
oxo-propyl)-4-morohoIm-4-yl-4-oxc^ 

or the tf-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the phannaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

19. (Previously Presented) The compound of claim 7 of Formula 1(e): 



or the JV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or the phannaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

20. (Previously Presented) The compound of claim 19 in which R s and R 6 is methyl; 

or the tf-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the phannaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 




1(e) 
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21. (Canceled). 

22. (Previously Presented) The compound of claim 7 of Formula 1(f): 




or the tf-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

23. (Currently Amended) The compound of claim 22 in which R 5 is methyl, benzyl, 
phenethyl, cyclohexyl, mothoxyothyl, dhnothylaminoothyl ? tetrahydro-pyran-4-yl, ±- 
mcthylsujfonyl pip o ridin 4 yl, 1 methyl piporazin 1 yl, morpholin 4 ylethyl, pyridin-2-yl, 
pyridin-2-yImethyl or oxazol-2-yImethyl; or R 6 is hydrogen or methyl; eri&md-R* togothor with 
tho nitrocon atom to which hath rc* -jm4-B. * . m-n attaehed form mfiTpholinc 4 yl, pyirolidin 1 yl, A 
draBmylajiiino piporazin 1 yl, 1 hydroxy p i pm-nTm 1 yl , 1 pyridin 3 yl piporazin 1 yl, 1 benzoyl 
piperazm 1 yl or 3 oxo piperaain 1 yl; 

or the JV-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

24. (Canceled) 

25. (Previously Presented) The compound of claim 7 of Formula 1(g): 
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or the N-oxidt derivatives, prodrug derivatives, protected derivatives, individual isomers and 
mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

26. (Canceled) 

27, (Previously Presented) The compound of claim 23 selected from the group consisting of 

3- Hydroxy-4-(4-morpholin-4-yM-oxo-2-benzylsutf^^ 
carboxylic acid tert-butyl ester, 4-(2<:yclopropylmethykulfon^^ 

butyrylamino)-3-hydroxy-a2epane-l-carboxylic acid tert-butyl ester; 3«Hydioxy-4- [2-(2-methyl- 
prop ane- 1 -sulf ony lmethyl) -4-morpholin-4-yl-4-oxo-butyry lamino] -azepane- 1 -carboxylic acid 
tert-butyl ester; 4-(4-MoiphoUn-4-yl-4-oxo-2-benzylsulfonylmethyl-butyrylaim 
azepane-l-carboxylic acid text-butyl ester; 4-(2-Cyclopropylmethylsxdfonyli)^thyl^morpholm- 

4- yl-4-oxo-butyrylamino)^3-oxo-azepane-l-carboxylic acid tert-butyl ester; 4-[2-(2-Methyl- 
propane-l-sulfonylmethylM-m^ 

acid tert-butyl ester; AKl-Benzenesulfonyl-3^xo-azepan-4-yl>^ 
benzylsulfonylmethyl-butyraim 

propane-l-sulfonylmethyl^-morphoto^ 3-{4-Morpholin-4-yl-4-oxo-2- 
berizylsulfonylmethyl-butyiylamino^ acid tert-butyl ester; 4~(4- 

Morpholin^-yI^oxo-2-benzylsulfcmylmethyl-bu^ acid 
benzyl ester; and acetic acid (2S,3S)-3-(4-morpholin-4-yM-oxo-2-benzylsulfonylmethyl- 
butanoylamino)-4-oxo-azetidin-2-yl ester; 

or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual isomers 
and mixtures of isomers thereof; or the pharmaceutically acceptable salts and solvates of such 
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compounds or the N-oxide derivatives, prodrug derivatives, protected derivatives, individual 
isomers and mixtures of isomers thereof. 

28. (Previously Presented) A pharmaceutical composition comprising a therapeutically 
effective amount of a compound of claim 1 in combination with a phairaaceutically acceptable 
excipient. 

29-31. (Canceled) 



NO. 6476 P. 22 
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